AD-A135 384 STUDIES IN BORON CHEMISTRY(U) DUKE UNIV DURHAM NC PAUL
M GROSS CHEMICAL LAB B F SPIELVOGEL ET AL. 15 NOV 83
ARQ-17650.5-CH DAAG29-79-D-1001

UNCLASSIFIED £/G 6/15

END
"84
oTic




1.0 E= &
== I g
=i
L

I

s s e

MICROCOPY RESOLUTION TEST CHART
NATIONAL BUREAU OF STANDARDS - 1963~




P

{' CECURITY CLASSIFICATION OF THIS PAGE When Data Entered) / —
- — NS
REPORT DOCUMENTATION PAGE BEFORE COMPLETIG FORM
l. REPORT NUMBER 2. GOVT AC; JON NO.| 3. RECIPIENT’S CATALOG NUMBER
; 17650. 5-CH
M. TITLE (and Subtitle) 8. TYPE OFf REPORT & PERIOC COVERED
f \oa - - Final: 1 July 1980 -
F \ Studies in Boron Chemistry 30 September 1983
tv 6. PERFORMINTG ORG. REPORT NUM3ER
. 7. AUTHOR(s) 8. CONTRACT OR GRANT NUMBER(a)
] B. F. Spielvogel DAAG29-79-D-1001
| A. T. McPhail
3
E 9. PERFORMING ORGANIZATION NAME AND ADORESS 10. :sgiR&AwoeﬁLKEnSINTF'N':JRMOBJEERCST' TASK
3 Duke University
3 , Paul M. Gross Chemical Laboratory
g Durham, NC 27706
1 1. CONTROLLING OFFICE NAME AND A?DRESS 12. REPORT DATE
U. S. Army Research Office 15 November 1983
P.0. Box 12211 13. NUMBER OF PAGES

Research Triangle Park, NC 27709
4. MONITORING AGENCY NAME & ADDRESS(if different trom Controlling Oftice) 15. SECURITY CL ASS. (of this report)

Unclassified

15a, DECL ASSIFICATION/DOWNGRADING
SCHEOULE

8. DISTRIBUTION STATEMENT (of this Report)

Approved for public release; distribution unlimited.

7. DISTRIBUTION STATEMENT (of the abatrect entered in Block 20, if dilferent from Report)

NA

18. SUPPLEMENTARY NOTES

The view, opinions, andsor findings contained in this report are those of the
author(s) and should not be construed as an official Department of the Army
position, policy, or decision, unless so designated by other documentation.

19. XEY WORDS (Continue on reveree sids Il necessary and Identlfy by block number)

>-—
oo
8 ratﬂ- ABSTRACT (Continue an reverse oide if necessery and tdentity by block number)

" . The exploration of the synthesis and characterization of isoelectronic and
i isostructural boron analogs of the glL-amino acids, their precursors, and
- derivative was continued during this period. The boron analogs are very weaf
i acids with pK1 approximately 8. They exhibit significant anti-arthritic,

hypolipidemic, and antitumor activity. The chemistry and s-tivity has been
CF-_:” described in publications 1-2 and in patents ard patcnt - .issions 1-5.7 -
=
DD , %" 1473  £ormow oF 1 nov 63 1s oRsoLETE UNCLASSIFIED

SECUMTY CLASSIFICATION OF THIS PAGE (When Deta Entered)




Statement of Problem and Results

isostructural boron analogs of the -amino acids,
! tive was continued during this period. The boron

demic, and anti-tumor activity. The chemistry and activi
in publications 1-9 and in patents and patent submissions

| - The exploration of the synthesis and characterization of isoelectronic and

their precursors, and deriva-

analogs are very weak acids
g with pK approximately 8. They exhibit significant anti-arthritic,
. 1

ty has been described
1-5.

hypolipi-




-

Publications

1. Iris H. Hall, C. 0. Starnes, A. T. McPhail, P. Wisian-Neilson, M. K. Das,
F. Harchelroad, Jr., and B. F. Spielvogel, "The Anti-inflammatory Activity of
Amine-Cyanoboranes, Amine-Carboxyboranes, and Related Compounds," J. Piarm.
Sci., 69, 1025 (1980)

2. B. F. Spielvogel, A. T. McPhail, M. K. Das, and I. H. Hall, "Boron Ana-
logues of the a-Amino Acids. Snythesis, X-Ray Crystal Structure, and Biolog-
ical Activity of Ammonia-carboxyborane, the Boron Analogue of Glycine," J.
Amer. Chem. Soc., 102, 6343 (1980}

3. B. F. Spielvogel, “Synthesis and Biological Activity of Boron Analogues of
the a-Amino Acids and Related Compounds,” “"Boron IV," Pergammon Press, R. W.
Parry and G. Kodama, Eds., 1980, p. 119

4, 1. H. Hall, M. K. Das, F. Harchelroad, Jr., P. Wisian-Neilson, A. T.

McPhail, and B. F. Spielvogel, “The Antihyperlipidemic Activity of Amine

?yano- and Carboxy- Boranes and Related Compounds," J. Pharm. Sci. 70 339
1981) -

5. K. H. Scheller, R. B. Martin, B. F. Spielvogel, and A. T. McPhail,
“Basicity and Metal lon Binding Capability of Amine-Carboxyboranes,
R3N-BH2C00H, Boron Analogs of Glycine and N-Methylated Glycines," Inorg.

Chemica Acta 57, 227 (1982)
6. I. H. Hall, B. F. Spielvogel, A. T. McPhail, "The Antineoplastic Activity

of a Binuclear Copper (1I) Complex of Trimethylaminecarboxyborane in Ehrlich
Ascites Carcinoma," in press, J. Pharm. Sci.

7. B. F. Spielvogel, A. T. McPhail, J. A. Knight, C. G. Moreland, C. L.
Gatchell, and K. W. Morse, "Predictive Schemes for the Reactivity of Borane
Carbonyl and the Stabilit:: of Carbonyltrihydroborate Anions, BH3C(O)X'," in
press, Polyhedron

8.. Bernard F. Spielvogel Fahim U. Ahmed, Karen W. Morse, and Andrew T.
McPhail "Boron Analogs of Amino Acids. 3. Synthesis of N-Ethylamidoborane
Adducts of MejN, Me,NH, MeNH, and NH3." in press, Inorg. Chem.

9. Progress Reports, #1-5, 1 July 1980-31 December 1982

Patents Issued

1. Pharmacologically Active Amine-Boranes U. S. 4,312,989 (1982), Bernard F.
Spielvogel, Andrew T. McPhail, Iris H. Hall

2. Pharmacologically Active Amine-Boranes, Method of Use, U. S. Patent
4,368,194 (1983), Bernard F. Spielvogel, Andrew T. McPhail, Iris H. Hall

Patents Pending

3. Pharmacelagically Active Amine-Carboxyboranes, U, S. Pato . Appl. SM
106,116, Bernard ¥. Spialvugel, Andrew T. McPhail, Iris de ...




4. Pharmacologically Active Amine-Carboxyboranes, European Patent Office SN
80810406.1, Bernard F. Spielvogel, Andrew T. McPhail, Iris H. Hall

5. Pharmacologically Active Amine-Carboxyboranes, Hanabusa Patent Office,
Japan, Appl. SN GY-2024/A 12601, Bernard F. Spielvogel, Andrew T. McPhail,
Iris H. Hall

Personnel Supported

Dr. Karen Morse
Mr. Daniel Koenig
Mr. Gary Silvey
Dr. Fahim Ahmed

e e e T S i




END

'DATE
" FILMED

| ~- -l

- AN -
,x .

AN —

~ y- . =

' e s
_ e fae SV
——— e ———— w—-————‘-"— - o




